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Abstract (Basic) : EP 481311 A 

Amino acid derivs. of formula (I) and their salts are new. X= H, 
R0-O-CmH2mCO-, R9-CmH2m-OCO, R9-CmH2mCO, R9S02, R10RllN-CmH2mCO, 
R12NH-C(=NH)-NH-CmH2mCO, R10OOC-CmH2mCO, R10-O3S-CmH2mCO, 
R10O(CH2CH2O)rCMH2mCO or A3N+-CmH2m-CO-An-; W= O or NH; Rl, R2, R7, R8 
and R9= H, A, Ar, Ar-alk, Het, Het-alk, or (opt. substd. by 1 or more 
A/ AO and/or Hal) 3-7C cycloalkyl, 4-11C cycloalkylalkyl, 7-14C bi- or 
tri-cycloalkyl or 8-18C bi- or tri-cycloalkylalkyl; R3= (H, OH), (H, 
NH2) or oxo; R4, R5, R10 and Rll= H or A; R10R11N can also be 
pyrrolidine, piperidino, morpholino or piperazino (opt. substd,; R6= 
Ar-alk or. 4-11C cycloalkylalkyl; R12= H, A, Ar-alk or CN; A= 2 or 3; m 
and x= 0-10; n, p and r= 0-3; Ar= phenyl (opt. substd.). Het* satd. or. 
unsatd. 5-6 membered heterocycle with 1-4 N, 0 and/or S atoms, opt. 
fused to benzo, and/or substd. by 1 or more of A, OA, Hal, CF3, OH, 
N02, OXO, NH2, NHA, NA2, etc., and/or having the N and/or S heteroatoms 
oxidised; Hal= F, CI, Br or iodo; Ac= ACO, ArCO, Ar-alk-CO or ANHCO; 
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An— anion (which may be absent if a carboxylic gp. in the mole™i«» ( = 

PreSe ^i n ani ° niC f0rm,; alk = X - 8C a^yleni; A-*!^ a^ylTone or 
more. NHCO gps. in (I) can be replaced by NACO. 

USE/ADVANTAGE - (I) inhibit plasma renin and HIV-protease and are 
useful for treating and presenting renin-dependent hypertension 
cardxac insufficiently and hyperaldosteronism or reSvlraTdlseases 
esp AIDS. They are very selective with little effect on other aspartvl 
proteases. The pref . daily dose is 1-10 mg/kg, esp. given oarenSranJ 
(I), can also be used diagnostically, esp. at 0.1 -?0 mgjkg parenterall y- 
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© Aminosaurederivate. 

© Aminosaurederivate der Formel I 

X-tNH-CHR^COJn-NH-tCHzJa-CO-NH-CHR^CR 3 - 
CR 4 R 5 -CHR 6 -CO-(NH-CHR 7 -CO) p -W-R 8 

worin R 1 bis R 8 , W, X, n und p die in Patentan- 

spruch 1 angegebenen Bedeutungen haben, 

sowie ihre Salze hemmen die Aktivitat des menschli- 

W chen Plasmarenins und/oder die Aktivitat von Retro- 

^ viren. 
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